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A compound having the Formula I 




NH 



wherein: 
5 Q x isN or CR 3 ; 

Q 2 is N or CR 4 ; 
Q 3 is N or CR 20 ; 

Q 4 is Nor S; 

Ri is H, alkyl, aryl, arylalkyl, heteroaryl; heteroarylalkyl, heterocycloalkyl, 
10 arylsulfonyl, aryloxycarbonyl, alkoxfyalkoxyalkyl, alkyl-S-R 7 , alkyl-NH-C(=0)-R 8 or -R*,- 
X-R l0 -R n )H; 

wherein each of the alk)?L aryl, arylalkyl heteroaryl, heteroarylalkyl, 
heterocycloalkyl, arylsulfonyl, aryloxycaroonyl and alkoxyalkoxyalkyl moieties in each of 
the foregoing K x groups can be optionally Substituted with up to 5 groups independently 

15 selected from the group consisting of C r C 6 alkyl, OH, hydroxyalkyl, -C(=0)-R 5; CN, aryl, 
alkoxycarbonyl, alkylaryl, arylalkyl, heteroaryl, S-heteroaryl optionally substituted with 
halogen, heteroarylalkyl optionally substituted with halogen, heterocycloalkyl optionally 
substituted with amino, N0 2 , halogen, monohalo^lkyl, dihaloalkyl, trihaloalkyl, 
perhaloaryl, perhaloalkylaryl, alkyl-NRi 5 R 16 and N^ 15 R 16 ; 

20 or one of said alkyl, aryl, arylalkyl hfeteroaryl, heteroarylalkyl, 

heterocycloalkyl, arylsulfonyl, aryloxycarbonyl or alkoxyalkoxyalkyl moieties of one of 
said R, groups can be attached to a structure of Formula I at position Rj thereof; 



4 
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R 3 and R 4 are independently each H, halogen, C r C 6 alkyl, trihaloalkyl, 
alkoxyWbonyl, alkoxy, NR, 5 R 16 , and N0 2> wherein said C,-C 6 alkyl, alkoxycarbonyl, and 
alkoxy grfoups can each be optionally substituted with NR I5 R 16 ; 

R 5 is^H, -NHNHR 6 , -NHN=CH-R 6 , heteroaryl, heterocycloalkyl, wherein said 
5 hereteroaryl group can be optionally substituted with an aryl or heteroaryl group, 

R 6 is aryl,>heteroaryl; arylsulfonyl, heteroarylsulfonyl, -C(=S)-NH-aryl, -C(=S)- 
NH-arylcarbonyl, -<£(=S)-NH-heteroarylcarbonyl, -C(=S)-NH-alkylene-R 21 , -C(=0)-NH- 
aryl, -C(=0)-NH-aiylWbonyl, -C(K))-NH-heteroarylcarbonyl, or -C(=0)-NH-alkylene- 
R 21 where R 21 is carboxV alkoxycarbonyl, aryl, heteroaryl, heterocycloalkyl, 
10 arylaminocarbonyl, cycloalkylaminocarbonyl, or a saturated hydrocarbon fused ring 
system optionally having anNaryl ring fused thereto, said ring system being optionally 
substituted with up to three alkyl groups on the alkyl or aryl rings thereof; 

wherein any of said R 6 groups can be optionally substituted with up to 3 
groups selected from NR I5 R 16 , alkyl, hydroxy, halogen, aryl, alkoxy, trihaloalkoxy, 
15 arylalkyloxy, N0 2 , -SH, -S-alkyl, heteroarylcarbonyl, heteroaryl, alkylheteroaryl, or a 
moiety of formula -OC 2 CH 2 -0- attached to adjacent atoms of said R 6 group; 
R 7 is heteroaryl or heterocycloalkyl; 
R 8 is aryl; 

Rc> and R 10 are each independently allfylene having from 1 to about 20 carbons; 
20 X is -N(R 12 )-, -C(R I3 )(R H )- or O; 

R n is H, heterocycloaryl, or alkoxy, wherein said heterocycloaryl, or alkoxy group 
can be optionally substituted with up to four group\ independently selected from halogen, 
amino, trihaloalkyl, alkoxycarbonyl, and CN; 
R 12 is H or C r C 6 alkyl; and 
25 R 13 and R 14 are each independently H or C,-C 6 alkyl. 

R 15 is H, halogen, C|- 12 alkyl, methylcarbonyl, heterocycloalkyl, arylsulfonyl, 
heteroarylalkyl, aminoalkyl, arylcarbonyl, branched and straight chain polyaminoalkyl, or 
a group of formula CH 2 (CHOH) 4 CH 2 OH, 

wherein said methylcarbonyl, heterocycloalkyl, arylsulfonyl, heteroarylalkyl, 
30 aminoalkyl, arylcarbonyl, and branched and straight chain polyaminoalkyl groups can be 
substituted by up to 3 OH groups; 
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Rj^i^H, halogen, or C r C 6 alkyl; 

or R 15 andvR 16 together with the nitrogen atom to which they are attached can form 
a succinimicdo or phthajimido group or a fused ring derivative thereof, wherein said 
succinimido or phthalimido^mip or fused ring derivative thereof can be optionally 
5 substituted by up to three substitueftts independently selected from N0 2 and halogen, or a 
group of Formula I at position R, threreoi 

or R 15 and R 16 together with the nitrogehsatom to which they are attached can form 
a group of Formula I wherein said nitrogen atom is ^^thereof; 

provided that when R 3 and R 4 are H, is rtet^: 
10 methyl, -CH 2 -C(=0)-0-A where A is a cyblopentacycloocten-8-yl 

etser, 1 -( 1 -methylcyclophetyl)piperidin-4-yl, 1 -( 1 -phenylcyclophetyl)pip^ridin-4-yl, or 
ethoxyethyl. 



The compound of claim l\VHerein Q] is CR 3 , Q 2 is CR 4 , Q 3 is CR 20 , and Q 4 



15 isN. 



3. \ The compound of claim 2 wherein R 3 and R 4 are each independently 
halogen, amino, N0 2 , CN, Cj.^ alkoxy or C|_ 6 alkyl optionally substituted with up to 3 
halogen atoms. 

4. The compound of claim 2 wherein R 3 and R 4 are each independently 
20 halogen, amino, or N0 2 . 



The compound \)f claim 2 wherein R 3 and R 4 are each independently 



halogen. 



The compound of claim\2 wherein R 3 and R 4 are each chlorine. 



7. The compound of claim 2 whfcrein R, is alkyl, alkyl substituted with 
25 alkoxycarbonyl, alkyl substituted with carboxAor aralkyl where said aryl portion of said 
aralkyl is phenyl, pyridinyl, or pyrimidinyl, and wiere said phenyl, pyridinyl, or 
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£ O \} pyrimidinyl portion of said afryjalkyl group is optionally substituted with up to 5 

substituents selected from halogeiv«4onohaloalkyl 5 dihaloalkyl, trihaloalkyl, N0 2 , 
alkoxycarbonyl, and alkyl. 
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b\ The compound of claim 6 wherein R, is alkyl, alkyl substituted with 
alkoxycarboiWl, alkyl substituted with carboxy, or aralkyl where said aryl portion of said 
aralkyl is phenyr^yridinyl, or pyrimidinyl, and where said phenyl, pyridinyl, or 
pyrimidinyl portion of said arylalkyl group is optionally substituted with up to 5 
substituents selected froha halogen, monohaloalkyl, dihaloalkyl, trihaloalkyl, N0 2 , 
alkoxycarbonyl, and alkyl. 

9. The compound of cfium 7 wherein said phenyl, pyridinyl, or pyrimidinyl 
portion of said arylalkyl group is optionally substituted with up to 5 substituents selected 
from CF 3 , F, CI, N0 2 , COOCH 3 , 1, Br, an&t-butyl. 



10. The compound of claim 8 whereir^said phenyl, pyridinyl, or pyrimidinyl 
portion of said arylalkyl group is optionally substituted with up to 5 substituents selected 
15 from CF 3 , F, CI, N0 2 , COOCH 3 , 1, Br, and t-butyl. 



10 



1 1 . The compound o£ claim 2 wherein said is selected from the radicals 
shown in Scheme 19, supra. 

12. The compound of claim 2 N wherein K { is alkyl substituted with -C(=0)-R 5 . 



3 



1 3 . The compound d£ claim 1 2 wherein R 5 is -NHNHR 6 , or -NHN=CH-R 6 . 



20 



14. The compound of claim 13swherein R 5 is -NHNHR^ 



15. The compound of claim 1 3 wherein\R 5 is -NHN=CH-R 6 . 
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16. The compound of claim 14 wherein R 6 is -C(=0)-NH-aryl, -C(=0)-NH- 
cyclo&kyl, -C(=S)-NH-aryl, arylsulfonyl, heteroarylsulfonyl, heterocycloalkyl, . 
arylamirtocarbonyl, cycloalkylaminocarbonyl, -C(=S)-NH-alkylene-R 2I where R 2 , is 
heteroaryNpr heterocycloaryl, or a saturated hydrocarbon fused ring system optionally 
having an aryl ring fused thereto, said ring system being optionally substituted with up to 
three alkyl grokps on the alkyl or aryl rings thereof; 

wherein any of said R 6 groups can be optionally substituted with up to 3 groups 
selected from NR I5 K 16 , N0 2 , a moiety of formula -OC 2 CH 2 -0- attached to adjacent atoms 
of said R 6 group, arylMT N6 alkoxy, carboxy, or C U6 trihaloalkoxy. 

10 17. The compound of claim 15 wherein R^ is aryl or heteroaryl optionally 

substituted with up to 3 groups selected from OH, C U6 alkoxy, N0 2 , C,_ 6 trihaloalkoxy, C,_ 6 
trihaloalkyl, aryl, arylalkyloxy\and a moiety of formula -OC 2 CH 2 -0- attached to adjacent 
atoms of said R 6 group. 

18. The compound of claftp 14 wherein said R 6 is any of the radicals shown in 
1 5 Scheme 1 6, supra. 



1 9. 1 The compound of claim 15 ^herein said R 6 is any of the radicals shown in 
Scheme 15, supra. 



20 



20. The compound of claim 6 wherein^ has the formula -(CH 2 ) q -L 4 where q is 
0 to 6 and L 4 is aryl, heteroaryl or heterocycloalkyl\arylsulfonamino, arylcarboxyainino or 
-S-heteroaryl, where each of said L 4 is optionally substituted with up to three substituents 
selected from halogen and N0 2 . 



21 . The compound of claim 20 wherein said LAis N-maleimidyl, N- 
succinimidyl, N-phthalimidyl, N-naphthalimidyl, N-pyromellitic diimidyl, 
phenylsulfonamidyl, phenylcarboxamidyl, N-benzopyrrolidinvl, benzimidazol-l-yl, 
25 benzimidazol-2-yl, l,2,4-triazolyl-4-yl, or purinyl, each of saidl> 4 groups being optionally 
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t substituted with I or 2 substitutes selected from halogen, trihaloalkyl, trihaloalkoxy ind 



22. TheXcompound of claim 1 having the formula: 
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5 wherein: 

R 3 and R 4 are independently each H, halogen, C,-C 6 alkyl, C r C 6 alkoxy, 
trihaloalkyl, alkoxycarbonyl, alkoxy, NR 15 R 16 , or N0 2 ; 

R 30 is Cl 6 alkyl, heteroarylalkyl, arylalkyl, or heteroaryl, wherein each of 
said heteroarylalkyl, arylalkyl, or heteroarVl groups each can be optionally substituted with 



10 up to three substitutents selected from haloe 
or R 30 has the structure XX: 



, N0 2 , and mono-, di-, or trihaloalkyl; 



XX 

wherein R 31 is alkylamino, aminoalkyl4mino, poly(aminoalkyl)amino, 
1 5 heterocycloalkylamino, heterocycloalkyl, -NH-(CHOH^CH 2 OH, -NH-(CH 2 ) M2 - 
heteroaryl or -NH-(CH 2 ) 1 . 12 -heterocycloalkyl. 



20 



23. The compound of claim 22 wherein R 30 has\the structure XX. 

24. The compound of claim 23 wherein R 3 , is heterocycloalkylamino. 

25. The compound of claim 23 wherein R 31 is alkylamino. 
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26. 


TheXcompound of claim 23 wherein R 31 


is aminoalkylamino. 


27. 


The compound of claim 23 wherein R 31 


is poly(aminoalkyl)amino. 


28. 


The compound of claim 23 wherein R 31 


is heterocycloalkylamino. 


29. 


The compound of claim 23 wherein R 31 


is heterocycloalkyl. 


5 30. 


The compound of claim 23 wherein R 3! 


is -NH-(CH 2 ) M2 -heteroaryl. 


31. 


The compound of claim 23 wherein R 31 


is-NH-(CH 2 ) 1 . 12 -heterocycloalkyl. 


32. 


The compound of claim 22 wherein R 31 


is any of the radicals shown in 


Example 1 


I, supra, \ 





33. The compound ©f claim 22 wherein R } is pyridin-4-yl-methyl, pyridin-3yl- 
1 0 methyl, 4-fluorophen- 1 -yl-methvl, 4-nitrophen- 1 -yl-methyl, 4-(bromomethyl)phen- 1 -yl- 
methyl, pyrimidine-2-yl, or 2,4-drpitrophen-l-yl. 

y 

A compound having Vhe structure: 




15 



wherein: 

R 2 is NH 2 or piperidin-4-yl; 
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R 50 and R 51 are each independently selected from H, halogen, C r C 6 alkyl, 
trihaloalkyl, alkoxycarbonyl, alkoxy, NR 15 R 16 , and N0 2 wherein said C,-C 6 alkyl, 
alkoxycarbonyl, and alkoxy groups can each be optionally substituted with NR 15 R 16 ; 

R, 5 is H, halogen, C,- 12 alkyl, methylcarbonyl, heterocycloalkyl, arylsulfonyl, 
heteroarylalkyl, aminoalkyl, arylcarbonyl, branched and straight chain polyaminoalkyl, or 
a group of formula CH 2 (CHOH) 4 CH 2 OH, 

lerein said methylcarbonyl, heterocycloalkyl, arylsulfonyl, 
heteroarylalkyl, aminoalkyl, arylcarbonyl, and branched and straight chain polyaminoalkyl 
groups can be substituted by up to 3 OH groups; 
10 R 16 is ij, halogen, or C r C 6 alkyl; 

or R 15 aAd R 16 together with the nitrogen atom to which they are attached 
can form a succinimicdoW phthalimido group or a fused ring derivative thereof, wherein 
said succinimido or phthalimido group or fused ring derivative thereof can be optionally 
substituted by up to three sutjstituents independently selected from N0 2 and halogen; 
15 R 60 is alkylene havingNfrom 1 to 18 carbons, or-R^X-R^H; 

and R 10 are each independently alkylene having from 1 to about 20 carbons; 
X is -N(R 12 )-, -C(R 13 )(R 1 V N or O; and 



)endently H or C r C 6 alkyl. 



of/clami 


34 


wherein 


of claim 


35 


wherein 


of claim 


£5 


wherein 


of claim 


37 


wherein 



The compound of claim 37 Wherein R 60 is alkylene having from 1 to 4 



Rj 2 , Rj3 and R14 are each i 
35. 

20 36. 

37. 
38. 
carbons. 

39. 

25 carbons. 

40. 
41. 
42. 
43. 

30 selected from H, halogen, methyl, COOCH 3 , CN\and CF 3 . 

44. The compound of claim 43 wherein R M is -Rg-X-R^- 
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45\ The compound of claim 44 wherein X is -N(R 12 )-. 

46. VThe compound of claim 45 wherein R 12 is methyl and R, and R I0 are each 
(CH 2 ) 2 or(CH 2 )> 

47. The compound of claim 46 wherein R 50 and R 5 , are each halogen. 

48. The compound of claim 46 wherein R 50 and R 51 are each H. 

49. The compound of claim 46 wherein R 50 is Br and R 5 , is H. 

50. The compound of^claim 46 wherein R 50 is CH 3 and R 51 is H. 
The compound of claim 46 wherein R 50 is COOCH 3 and R 51 is H. 



10 



15 



20 



The compound of claim 
The compound of claim 



wherein R 50 is CF 3 and R 5I is H. 
;herein R 50 is CN and R 51 is H. 
The compound of claim 44 wheKein X is O. 

The compound of claim 54 whereiiKR^ and R 10 are each (CH 2 ) 2 or (CH 2 ) 3 . 
The compound of claim 55 wherein R 5 ^and R 51 are each halogen. 
The compound of claim 55 wherein R 50 anovR 51 are each H. 
The compound of claim 55 wherein R 50 is Br ahd R 51 is H. 
The compound of claim 55 wherein R 50 is CH 3 ana\R 51 is H. 
The compound of claim 55 wherein R 50 is COOCH 3 ahd R 5 , is H. 
The compound of claim 55 wherein R 50 is CF 3 and R 51 is 
The compound of claim 55 wherein R 50 is CN and R 51 is H. 



63. A compound of 



R 



^52 



R 



53 




wherein: 




a 
sj 

H 

In 
si 
m 

E 

□ 
i*J 

Acq 

M 

W 
n 

f!J 



IBIS-0403 -72- PATENT 

R 52 and R 53 are each independently selected from H, halogen, C,-C 6 alkyl, 

•r- ~ 

triltaloalkyl, alkoxycarbonyl, alkoxy, NR 15 R 16 , and N0 2 wherein said C,-C 6 alkyl, 
alkoxycarbonyl, and alkoxy groups can each be optionally substituted with NR 15 R 16 ; 

l 15 is H, halogen, C,-, 2 alkyl, methylcarbonyl, heterocycloalkyl, arylsulfonyl, 
heteroarylMkyl, aminoalkyl, arylcarbonyl, branched and straight chain polyaminoalkyl, or 
a group of ftpnula CH 2 (CHOH) 4 CH 2 OH; 

/herein said methylcarbonyl, heterocycloalkyl, arylsulfonyl, 
heteroarylalkyl, ^ninoalkyl, arylcarbonyl, and branched and straight chain polyaminoalkyl 
groups can be substituted by up to 3 OH groups; 
10 R I6 is il, halogen, or C r C 6 alkyl; 

or R 15 and R 16 together with the nitrogen atom to which they are attached 
can form a succinimicdo or phthalimido group or a fused ring derivative thereof, wherein 
said succinimido or phthalimido group or fused ring derivative thereof can be optionally 
substituted by up to three subst^tuents independently selected from N0 2 and halogen; and 
15 z is 1 to 6. 

64. The compound of clVim 63 wherein R 15 and R 16 are each methyl. 

65. The compound of claim 64 wherein z is 2 or 3. 

66. The compound of claim (55 wherein R 52 and R 53 are each independently H, 
C,_ 6 alkyl, alkoxy optionally substituted wkh dialkylamino, or alkylamino. 

20 67. The compound of claim 66 wherein R 52 is H. 

68. The compound of claim 67 wherein R 53 is methyl, methoxy, alkoxy 
optionally substituted with dialkylamino, or alkwamino. 

69. The compound of claim 67 whereifi R 53 is OCH 3 or 0(CH 2 ) 3 N(CH 3 ) 2 . 

70. The compound of claim 66 wherein 1^ 53 is H. 
25 71 . The compound of claim 70 wherein R 5 \is methyl, methoxy, alkoxy 

optionally substituted with dialkylamino, or alkylamino> 

72. The compound of claim 70 wherein R 52 is iSJCH 3 or 0(CH 2 ) 3 N(CH 3 ) 2 . 

73. A compound of Formula: 



IBIS-0403 



PATENT 



^ f 




wherein: 

R 2a is amino, phenyl, mono- or bicyclic heterocycloalkyl having 1 or 2 ring 
nitrogen atoms, mono- or bicyclicNheteroaryl having 1 or 2 ring nitrogen atoms, cycloalkyl, 
5 halogen, heterocycloalkylalkyl (i.e.,>alkyl sub w' heterocycloalkyl) having 1 or 2 ring 
nitrogen atoms, mono- or bicyclic hetferocycloalkylamino having 1 or 2 ring nitrogen 
atoms or a group of formula -S-alkylen^-Lt where L, is mono- or bicyclic-heteroaryl 
having 1 or 2 ring nitrogen atoms; 

wherein each of saiAamino, phenyl, heterocycloalkyl, heteroaryl, 
10 cycloalkyl, heterocycloalkylalkyl, or heterocVcloalkylamino groups can be optionally 
substituted with a group selected from amino, yH, C r C 12 alkyl, a structure of formula - 
C(=0)CH(NH 2 )-L 2 where is the side chain ofta naturally occurring alpha amino acid, 
-C(NH 2 )=NH, C r C 12 alkylcarbonyl, mono- or bicyclic heteroaryl having 1 or 2 ring 
nitrogen atoms, mono- or bicyclic heteroarylalkyl traving 1 or 2 ring nitrogen atoms, or S- 
1 5 alkyl-heteroaryl where said heteroaryl is mono- or bicyclic having 1 or 2 ring nitrogen 
atoms; and 

R 3 and R 4 are each independentlyjialoge^, amino, N0 2 , CN, C 1-6 alkoxy or 
C U6 alkyl optionally substituted with up to 3 halogen atoms; and 

R 30 is H, alkyl, aryl, arylalkyl, heteroaryl; he\eroarylalkyl, heterocycloalkyl, 
20 arylsulfonyl, aryloxycarbonyl, alkoxyalkoxyalkyl, alkyl-S-Ry^ alkyl-NH-C(=0)-R 8 or -R^- 
X-R I0 -R n )H; 

wherein each of the alkyl, aryl, arylalkyl heteroaiyl, heteroarylalkyl, 
heterocycloalkyl, arylsulfonyl, aryloxycarbonyl and alkoxyalkoxyalkyl moieties in each of 
the foregoing Rj groups can be optionally substituted with up to 3 groups independently 
25 selected from the group consisting of C,-C 6 alkyl, OH, hydroxyalkyK -C(=0)-R 5; CN, aryl, 
alkoxycarbonyl, alkylaryl, arylalkyl, heteroaryl, S-heteroaryl optionally substituted with 
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halogenMieteroarylalkyl optionally substituted with halogen, heterocycloalkyl optionaly 
substitute<With amino, N0 2 , halogen, monohaloalkyl, dihaloalkyl, trihaloalkyl, 
perhaloaryl, pprhaloalkylaryl, alkyl-NR 15 R 16 and NRi 5 R 16 ; 

or one of said alkyl, aryl, arylalkyl heteroaryl, heteroarylalkyl, 
heterocycloalkyl,\rylsulfonyl, aryloxycarbonyl or alkoxyalkoxyalkyl moieties of one of 
said Rj groups can be attached to a structure of Formula I at position R, thereof; 

R 5 is -NHNHR 6 , -NHN=CH-R 6 , heteroaryl, heterocycloalkyl, wherein 
said hereteroaryl group Van be optionally substituted with an aryl or heteroaryl group, 

R 6 is aryl, laeteroaryl; arylsulfonyl, heteroarylsulfonyl, -C(=S)-NH-aryl, - 
C(=S)-NH-arylcarbonyl, -(\=S)-NH-heteroarylcarbonyl, -C(=S)-NH-alkylene-R 21 - 
C(=0)-NH-aryl, -C(=0)-NH Vylcarbonyl, -C(=0)-NH-heteroarylcarbonyl, or -C(O)- 
NH-alkylene-R 21 where R 21 is carboxy, alkoxycarbonyl, aryl, heteroaryl, heterocycloalkyl, 
arylaminocarbonyl, cycloalkylammocarbonyl, or a saturated hydrocarbon fused ring 
system optionally having an aryl ring fused thereto, said ring system being optionally 
substituted with up to three alkyl groups on the alkyl or aryl rings thereof; 

wherein any of said R 6 groups can be optionally substituted with up 
to 3 groups selected from NR 15 R I6 , alkyl/toydroxy, halogen, aryl, alkoxy, trihaloalkoxy, 
arylalkyloxy, N0 2 , -SH, -S-alkyl, heteroarylcarbonyl, heteroaryl, alkylheteroaryl, or a 
moiety of formula -OC 2 CH 2 -0 attached to acijacent atoms of said R 6 group; 
R 7 is heteroaryl or heterocycloalkyl; 
R 8 is aryl; 

Rc> and R 10 are each independently z^kylene having from 1 to about 20 

carbons; 

Xis-N(R 12 )-, -C(R 13 )(R 14 )- orO; 

R n is H, heterocycloaryl or alkoxy, whetein said heterocycloaryl or alkoxy 
group can be optionally substituted with up to four groups independently selected from 
halogen, amino, trihaloalkyl, alkoxycarbonyl, and CN; 
R 12 is H or C r C 6 alkyl; and 

R 13 and R 14 are each independently H or C r C 6 hlkyl; 



15 
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R 15 is H, halogen, C ri2 alkyl, methylcarbonyl, heterocycloalkyl, 
arylsuftonyl, heteroarylalkyl, aminoalkyl, arylcarbonyl, branched and straight chain 
polyaminoalkyl, or a group of formula CH 2 (CHOH) 4 CH 2 OH, 
Qjy^f \wherein said methylcarbonyl, heterocycloalkyl, arylsulfonyl, 

5 heteroarylalkyl,\minoalkyl, arylcarbonyl, and branched and straight chain polyaminoalkyl 
groups can be substituted by up to 3 OH groups; 

R 16 is H, halogen, or C,-C 6 alkyl; 
til or R 15 aiW R, 6 together with the nitrogen atom to which they are attached 

Cci) can form a succinimicdo or phthalimido group or a fused ring derivative thereof, wherein 

%1 1 0 said succinimido or phthalimido group or fused ring derivative thereof can be optionally 



substituted by up to three substituents independently selected from N0 2 and halogen, or a 
group of Formula I at position Rjythrereof; 



pi 

a 

O or R 15 and R 16 together witl^Jhe nitrogen atom to which they are attached can form 

ri f 

f«l a group of Formula I wherein said nitrogen atom is Q 4 thereof; 

5 
O 

fll 1 5 74. The compound of claim 7^Vwherein R 3 and R 4 are each halogen 



75. The compound of claim 73 wherein R 3 and R 4 are each chlorine. 

76. The compound of claim 73 wherein\R 2a is amino, CI, phenyl, monocyclic 
heterocycloalkyl having 1 or 2 ring nitrogen atoms, monocyclic heteroaryl having 1 ring 
nitrogen atom, cyclopenyl, cyclohexyl, heterocycloalky^-methyl, piperidine-4-yl amino or 

20 a group of formula -S-(C 2 ^ alkylene)-N-phthalimido; 

wherein each of said phenyl, heterocycloall^yl heteroaryl, cyclopenyl, 
cyclohexyl, heterocycloalkyl-methyl, and piperidine-4-yl ammo groups can be optionally 
substituted with a group selected. from NH 2 , OH, CH 3 , COOCPL, a structure of formula - 
C(=0)CH(NH 2 )-L2 where 1^ is a serine or threonine side chain, \C(NH 2 )=NH, 

25 benzimidazolyl, or benzimidazolemethylyl. 

77. The compound of claim 75 wherein R 2a is amino, CI, phenyl, monocyclic 
heterocycloalkyl having 1 or 2 ring nitrogen atoms, monocyclic heteroaryl having 1 ring 
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nifcrogen atom, cyclopenyl, cyclohexyl, heterocycloalkyl-methyl, piperidine-4-yl amino or 
a group of formula -S-(C 2 _ 4 alkylene)-N-phthalimido; 
- \ wherein each of said phenyl, heterocycloalkyl heteroaryl, cyclopenyl, 

cyclohexyKheterocycloalkyl-methyl, and piperidine-4-yl amino groups can be optionally 
5 substituted with a group selected from NH 2 , OH, CH 3 , COOCH 3 , a structure of formula - 
C(=0)CH(NH 2 jSL2 where L 2 is a serine or threonine side chain, -C(NH 2 )=NH, 
benzimidazole, or\enzimidazolemethyl. 

78. The compound of claim 73 wherein R 2a is amino, CI, piperidinyl, pyridinyl, 
phenyl, cyclopentyl, cyclohexyl, pyrrolidinyl, piperazinyl, -CH 2 -piperazinyl, piperidine-4- 
10 yl-amino or S-alkyl-phthalyl^wherein said piperidinyl, pyridinyl, phenyl, cyclopentyl, 
cyclohexyl, pyrrolidinyl, piperazinyl, -CH 2 -piperazinyl, or S-alkyl-phthalyl groups can be 
optionally substituted with a groupi selected from NH 2 , methylcarbonyl, -C(=0)CH(NH 2 )- 
CH 2 OH, methyl, OH, -C(>ffl 2 )=NHSOH, benzimidazole-2-yl, and -CH 2 -benzimidazole-2- 

yi. \ 

15 79 The compound of claim 75 wherein R 2a is amino, CI, piperidinyl, pyridinyl, 

phenyl, cyclopentyl, cyclohexyl, pyrrolidinyl, piperazinyl, -CH 2 -piperazinyl, piperidine-4- 
yl-amino or S-alkyl-phthalyl, wherein said piperidinyl, pyridinyl, phenyl, cyclopentyl, 
cyclohexyl, pyrrolidinyl, piperazinyl, -CH 2 -piperazVyl, or S-alkyl-phthalyl groups can be 
optionally substituted with a group selected from NH^ methylcarbonyl, -C(=0)CH(NH 2 )- 

20 CH 2 OH, methyl, OH, -C(NH 2 )-NH, OH, benzimidazoIte-2-yl, and -CH 2 -benzimidazole-2- 

yi. \ 

80. The compound of claim 73 wherein R 2a is amino, CI, pyridin-4-yl, phenyl 
substituted with amino, cyclopentyl substituted with amino, cyclbhexyl optionally 
substituted with amino, pyrrolidin-2-yl optionally substituted by hydroxy, piperazin-l-yl 
25 optionally substituted at the 4-yl position by benzimidazole-2-yl, piperazin-l-yl -methyl 
optionally substituted at the 4-yl position by -CH 2 -benzimidazole-2-yl,\piperidine-4-yl- 
amino, piperidin-l-yl substituted by amino, S-alkyl-phthalyl, or said R 2 lk piperidin-4-yl 



* 



3- 
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ptionally substituted at the 1-yl position with -C(=0)CH 3 , -C(=0)CH(NH 2 )-CH 2 OH, 
2 )=NH, or CH 3 . 



10 



The compound of claim 75 wherein R 2a is amino, CI, pyridin-4-yl, phenyl 
substitutedNvith amino, cyclopentyl substituted with amino, cyclohexyl optionally 
substituted wittj amino, pyrrolidin-2-yl optionally substituted by hydroxy, piperazin-l-yl 
optionally substituted at the 4-yl position by benzimidazole-2-yl, piperazin-l-yl-methyl 
optionally substituted at the 4-yl position by -CH 2 -benzimidazole-2-yl, piperidine-4-yl- 
amino, piperidin-l-yl substituted by amino, S-alkyl-phthalyl, or said R 2 is piperidin-4-yl 
optionally substituted at th^ 1-yl position with -C(=0)CH 3 , -C(=0)CH(NH 2 )-CH 2 OH, 
-C(NH 2 )=NH, or CH 3 . 



82. The compound of claim 73 wherein R 2a is amino, piperidin-4-yl-amino, 
piperiazine-l-yl optionally substituted, with benzimidazole-2-yl, pyridin-4-yl, piperidin-4- 
yl optionally substituted at the 1-yl position with -C(=0)CH 3 , -C(=0)CH(NH 2 )-CH 2 OH, 
-C(NH 2 )=NH, or CH 3 , 4-amino-piperdin-Vyl, 3-amino-phen-l-yl, 3-amino-cyclopent-l- 

1 5 yl, cyclohexyl optionally substituted at the 3Vl or 4-yl position with NH 2 , 4- 

hydroxypyrrolidin-2-yl, piperazin- 1 -yl-methyl,>4-(benzimidazole-2-yl-methyl)piperazin- 1 - 
yl-methyl, or S-alkyl-phthalyl where said alkyl has from 2 to 4 carbons. 

83. The compound of claim 73 wherein Ra is piperidin-4-yl optionally 
substituted at the 1-yl position with -C(=0)CH 3 , -C(=0)^H(NH 2 )-CH 2 OH, -C(NH 2 )=NH, 

20 or CH 3 . 

84. The compound of claim 75 wherein R 2a is piperidin-4-yl optionally 
substituted at the 1-yl position with -C(=0)CH 3 , -C(=0)CH(Nh\-CH 2 OH, -C(NH 2 )=NH, 
or CH 3 . 

85. The compound of claim 73 wherein R 2a is piperidin-4-yft 



25 



86. The compound of claim 75 wherein R 2a is piperidin-4-yl. 



\ 
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87. The compound of claim 73 wherein R 2a is NH 2 . 



The compound of claim 75 wherein R 2a is NH 2 . 

The compound of claim 86 wherein R 30 is alkyl substituted with -C(=0)-R 5 . 

The compound of claim 89 wherein R 5 is -NHNHR 6 , or -NHN=CH-R 6 . 

The compound oikclaim 90 wherein R 5 is -NHNHR 6 . 

The compound of claim 90 wherein R 5 is -NHN=CH-R 6 . 

The compound of claim 5)1 wherein R 6 is -C(=0)-NH-aryl, -C(=0)-NH- 
C(=S)-NH-aryl, arylsulfonyl ? Vieteroarylsulfonyl, heterocycloalkyl, 
arylaminocarbonyl, cycloalkylaminocarborWl, -C(=S)-NH-alkylene-R 21 where R 21 is 
1 0 heteroaryl or heterocycloaryl, or a saturated Hydrocarbon fused ring system optionally 
having an aryl ring fused thereto, said ring system being optionally substituted with up to 
three alkyl groups on the alkyl or aryl rings thereof; 

wherein any of said R 6 groups can be optionally substituted with up to 3 groups 
selected from NR 15 R 16 , N0 2 , a moiety of formula -QC 2 CH 2 -0- attached to adjacent atoms 
15 of said R 6 group, aryl, C { _ 6 alkoxy, carboxy, or C,_ 6 trrhaloalkoxy. 

94. The compound of claim 92 wherein R 6 isWyl or heteroaryl optionally 
substituted with up to 3 groups selected from OH, C,_ 6 alkbxy, N0 2 , C U6 trihaloalkoxy, C U6 
trihaloalkyl, aryl, arylalkyloxy, and a moiety of formula -OC 2 CH 2 -0- attached to adjacent 
atoms of said R 6 group. \ 

20 95. A compound as described in Table, supra. \ 

96. The compound of claim 86 wherein R 30 has the formula -(CH 2 ) q -L 4 where q 
is 0 to 6 and L 4 is aryl, heteroaryl or heterocycloalkyl, arylsulfonamino, arylcarboxyamino 



\o_ 88. 

o ^ 
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92. 
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or -S-heteroaryl^here each of said L 4 is optionally substituted with up to three 
^ substituents selecteb\from halogen and N0 2 . 



97. The compound of claim 96 wherein said L 4 is maleimido, succinimido, 
phthalimido, naphthalimido, pynsimellitic diimido, phenylsulfonamido, 
5 phenylcarboxamido, benzopyrrolidihe, benzimidazole, triazole, or -S-benzimidazole. 
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15 bothH. 




NH 



alkoxy; 



wherein: 
Q 5 is CH or N; 
Q 6 is C-R 61 orN; 
Q 7 is C-R 60 orN; 

R 60 and R 6l are each independently H, halogen, C,. 6 alkyl, trihaloalkyl, or C U6 
provided that when Q 6 is C-R 6 ,, Q 7 \s C-R^q and Q 5 is CH, then R 60 and K 6l are not 



20 



99. 

100. 

101. 

101. 

102. 

103. 

104. 



The compound of claim 98 wherein Q 5 is N. 
The compound of claim 98 wherein\Q 6 is N. 
The compound of claim 98 wherein Q 7 is N. 

The compound of claim 98 wherein Q 5 \is N, Q 6 is C-R 61 and Q 7 is C-R 60 . 
The compound of claim 98 wherein Q 7 is^N, Q 6 is C-R 61 and Q 5 is CH. 
The compound of claim 98 wherein Q 5 is T^, Q 6 is N and Q 7 is C-R^. 
The compound of claim 98 wherein Q 5 is CH, Q 6 is R 6l and Q 7 is C-R 60 . 
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105. The compound of claim 104 wherein R 60 and R 61 are each independently H, 
Br, CI, methoxy, methyl or tml^o^omethyl. 

104 wherein R 60 is OCH 3 and R 61 is H, or R 60 is 
CH 3 and R 61 is H, or R 60 is Br and R 6 , is H>c*r R^ is CI and R 61 is H, or R 60 is CF 3 and R 61 
5 is H, or R 60 is CI and R 61 is CH 3 , or R 60 and R 61 ar^both CI. 



